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WHAT IS CLAIMED IS: 



1 . A compound of the formula 



R- 



A 



N 



"(C(R) 2 ) 



m 



O 

(CH 2 ) — C- 
* 'n 



O 

n4ch 2 V-c— nh-ch-c-z 



B 



CH 2 COOH 



! Q 
IjJ 
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wherein: 

A is -H, amidino, or substituted amidino; 

B is alkyl, cycloalkyl, cycloalkylalkyl, alkylcycloalkyl, alkylcycloalkylalkyl, aryl, 
aralkyl, alkylaryl, or alkylaralkyl; 



15 



Z is 



N CH- 

> i 

E F 



'O 1 

■c- 



where 



E is -H or, in combination with F, forms a 4-, 5-, 6-, or 7-membered azacycloalkane ring, 



! in 



20 



F is the a-carbon side chaiif of a naturally occuring a-amino acid, -H, alkyl, cycloalkyl, 
cycloalkylalkyl, alkylcycloalkyl alkylcycloalkylalkyl, aryl, substituted aryl, aralkyl, substitued 
aralkyl, heterocyclyl, substituted heterocyclyl, heterocyclylalkyl, substituted heterocyclylalkyl, 
or, in combination with E, fcmns a 4-, 5-, 6-, or 7-membered azacycloalkane ring, 



G is alkyl, cycloalkyl, cycloalkylalkyl, alkylcycloalkyl, alkylcycloalkylalkyl, aryl, 
substituted aryl, aralky/ substituted aralkyl, heterocyclyl, substituted heterocyclyl, 
25 heterocyclylalkyl, suj/stituted heterocyclylalkyl, OR 1 , orNR^R 2 , where R 1 and R 2 are 

independently -H, aikyl, cycloalkyl, cycloalkylalkyl, alkylcycloalkyl, alkylcycloalkylalkyl, aryl, 
aralkyl, alkylaryly'or alkylaralkyl, and 
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r is 0 or/l; 

R is/H-, alkyl, aryl, or aralkyl; 



is 1 to 5; 
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n is 0 to 6; and 



p is 1 to 4; 



•■id 
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or a pharmaceutically acceptable salt thereof. 

2. A compound of claim 1 wherein F is -H, alkyl, hydroxymethyl, 1 -hydroxyethyl, 
mercaptomethyl, 2-methylthioethyl, carboxymethyl, 2-carboxyethyI, 4-aminobutyl, 3- 
guanidinopropyl, cycloalkyl, cycloalkylaikyl, alkylcycloalkyl/ alkylcycloalkylalkyl, aryl, 
substituted aryl, aralkyl, substituted aralkyl, heterocyclyl, substituted heterocyclyl, 
heterocyclylalkyl, substituted heterocyclylalkyl, or, in combination with E, forms a 4-, 5-, 6-, or 
7-membered azacycloalkane ring, provided that heteroc/clylalkyi is other than indol-3- 
ylmethyl. 

/ 

3. A compound of claim 2 whfcrein F is -H, alkyl, hydroxymethyl, 1 -hydroxyethyl, 
mercaptomethyl, 2-methylthioethyl, carbokym ethyl, 2-carboxyethyl, 4-aminobutyl, 3- 
guanidinopropyl, cycloalkyl, cycloalkylaikyl, YlkylcycloalkyI, alkylcycloalkylalkyl, aryl, 
substituted aryl, aralkyl, substituted aralkyl, ;6r,\in combination with E, forms a 4-, 5-, 6-, or 7- 
membered azacycloalkane ring. 



4. 



A compound of claim 3, 



lerein F \s -H, alkyl, hydroxymethyl, 1 -hydroxyethyl, 
mercaptomethyl, 2 -methyl thioethyf, cjarboxymfethyl, 2-carboxyethyl, 4-aminobutyl, 3- 
guanidinopropyl, cycloalkyl, cyclc-alky! alkyl, alkylcycloalkyl, alkylcycloalkylalkyl, or, 
in combination with E, forms a/K 5-j 6-, or 7-membered azacycloalkane ring. 

5. A compound di clami 4 wherein B is alkyl, cycloalkyl, cycloalkylalkyl, 
alkylcycloalkyl, or alkylcyeloalkylalkyk 
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6. A compound of the formula 



N 



m 



o o o o 

{CH 2 ) — C — N-(CH 2 ^-C — NH-CH-C-NH — CH-C-L 



B 



CH 2 COOH 



t 
J 



wherein: 
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'is -H or amidino, 




4-5 




RPR File No. Al 158D-US 



B is alkyl, cycloalkyl, cycloalkylalkyl, alkylcycloalkyl, alkylcycloajkylalkyl, aryl, 
aralkyl, alkylaryl, or alkylaralkyl, 

J is -H, alkyl, cycloalkyl, cycloalkylalkyl, alkylcycloalkyl, alkylcycioalkylalkyl, 
aryl, substituted aryl, aralkyl, substitued aralkyl, 



L is OR 1 , or NR*R 2 , where R 1 and R 2 are independently -H, alkyl, cycloalkyl, 
cycloalkylalkyl, alkylcycloalkyl, alkylcycioalkylalkyl, aryl, aralkyl, alkylaryl, or 
alkylaralkyl, 



m is 1 to 5, 



n is 2 to 6, and 



p is 1 or 2; 



or a pharmaceutical ly acceptable kaliVhereof. 



7. A compound of claim 6 



Ais-H, 




B is alkyl, cycloalkyl, cycl 



ylcycloalkyl, alkylcycioalkylalkyl, 



J is -H, alkyl, cycloalkyl, cycloalkylalkyl, alkylcycloalkyl, or alkylcycioalkylalkyl, 



m is 3, and 



n is 3 or 4. 



8. A compound of claim 7 wherein 



A is -H 



3/is alkyl, cycloalkyl, or cycloalkylalkyl, 
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and are independently -H, alkyl, cycloalkyl, cycloalkylalkyl, 
alkylcycloalkyl, alkylcycloalkylalkyl, 

m is 3, 

n is 3 or 4, and 



p is 1. 



9. A compound of claim 7 which is 



N-[N-[N-(4-(piperidin-4-yl)butanoyl)-N-ethylglycyl]aspartyl] valine, 



N-|^-ps[-(4-(piperidin-4-yl)butanoyl)-lSfTethylgIycyl]aspartyl]-D-vaIine,' 



N-[N-[N-(3-(pipendin-4-yl)propanoyi)-N-ethylglycyl]aspartyl] valine, 



N-[N-[N-(5-(piperidin-4-yl 

N-[N-[N-(4-(piperidin-4-yl 
glycine, 



)ehtahoyl)-N-ethylglycyl]aspartyl] valine, 



itan©yl)-N^eahylglycyl]aspartyl]-L-a-cycIohexyr 



N-[^-(^-(4-(piperidin^f-yl)butanoy^)-N-ethylglycyl]aspartyl]-b- 
cyclohexylalanine, 



N-[^-[N-(4-(pipeindin-4-yl)butanoyl)-N-ethylglycyl]aspartyl] norleucine, 

N-|>^-[N-(4-(p{peridin-4-yl)butanoyl)-N-ethyIglycyl]aspartyI]-L-a-(2,2- 
dimethyl)prop3-yl/glycine, 

N-|^-|T^(4-(piperidin-4-yl)butanoyl)-N-ethylglycyl]aspartyl]-L-b-cis- 
decahydronaphth-2-y I alanine, 

N^[N-|>f-(4-(piperidin-4-yl)butanoyI)-N-ethylglycyl]aspartyl]-a- 
aminodyclohexanecarboxylic acid, 



N-|Ts[-[N-(4-(piperidin-4-yl)bm 
4amne, 



W 

□ 
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• 
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N-[>J-[>H4-(piperidin-4-yl)butanoy 
1-ylalanine, 

N-|>^[>H4-(piperidin-4-yI)butanoyl)-N-em^ 
5 / 
N-[N-psf-(4-(piperidin-4-yl)b^ 

1-ylalanine, 

N-|>J-|>J-(4-(piperidin-4-yl)butanoyl)-N-ethylglycyl]aspartyl]-b-(4- 
10 cyclohexyl)cyclohexy!alanine, 

N-fN-[N-(4-(piperidin-4-yl)buta^oy])-N -ethyl gl)^eyl]asparty l]-b- 
cycloheptylalanine, 

1 5 N-|>J-[>f-(4-(piperidin-4-yl)but^noyi)-N-e)^yJglycy]]aspartyl]-a- 
cyclohexylpropylglycine, 

N-[K-[>I-(4-(piperidin-4-yl)bu^no^-N-ethyl|lycyl]aspartyl]-b- 
cyclooctylmethylalanine, 



N-[N-[N-(4-(piperidin^ 
cyclopentylalanine 



tanoyl)-N-ethy]glycyl]aspartyl]-b- 



N-|N-p^-(4-(piperidin^-yl)b^tanoyl)->|-ethylglycyl]aspartyl]-L-b- 
25 decahydronaphth-l-yl alanine, or 

N-[>I-psf-(4-(pip/ridin-4-yl)butanoyl)-N-ethylglycyl]aspartyl]-L^ 
cyclohexylethyOglyoine, 
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or a pharmaceutical ly acceptable salt thereof. 



10. / A compound of claim 7 which is 



35 



^[N-|>f-(4-(piperidin-4-yl)butanoyl)-N-ethylglycyl]aspartyl] phenylalanine, 

N- |>I-(4-(piperidin-4-y l)butan^ 
^trahydronaphth-5-ylalanine, 
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N-|>I-[N-(4-(piperidin-4-yl)butanoyl)-N-ethylglycyl]asparty l]-L-b-nap^lth- 1 -yl 
alanine, or 

N-[N-[N<4-(piperidin-4-yl)butanoyl)-N^ 
alanine, 

or a pharmaceutical^ acceptable salt thereof. 
11. A compound of clatrr^7 which is 

N-|>J-[N-(4-(piperidin-4-yI)butanoyl)-N-ethylglycy / I / ]aspartyl]-L-b-cycIohexyl 
alanine amide, 




N-[N-[N-(4-(piperidin-4-yl)butarioyl)yN-ethylgIycyl]aspartyl]-b-' 
cyclooctylalanine amide, 

N-p^-[^-(4-(piperidin-4-yl)but;inoyI)NJyethylglycyl]aspartyl]-b- 
cyclohexylmethylalanine amide, or 



I)-N-eth\lglycyl]aspartyl]-b-cyclohexylalanine 



N-[N-[N-(4-(piperidin-4-yl)bui 
ethyl amide, 

or a pharmaceutical ly accep 

12. A compound of 



N-[N-[>I-(4-(piperid^-4-yl)but^ 
alanine, ethyl ester, 



N-|N-Pv[-(4-(pi^eridin-4-yl)butanoyl)-N-ethyIglycyl]aspartyl]-b- 
cyclohexylmethylalanine ethyl ester, or 

3-Adama^t-l-ylpropyl-N-p^-(4-(pi 

or a j^iiarmaceutically acceptable salt thereof. 

1 3f. A compound of claim 1 which is 
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2-cyclohexyl-N-[^-[^-(4-(piperi 
ethylamine, or 

N-|^-[N-(4-(piperidin-4-yl)butanoyl)-N-ethy]glycyl]aspartyl]-a- 
5 cyclohexylmethylethanolamine, 

or a pharmaceutically acceptable salt thereof. 

14. A pharmaceutical composition comprising an/antitrirombotic effective 
1 0 amount of a compound of claim 1 and a pharmaceutically acceptable carrier. 

15. A pharmaceutical composition comprising an antithrombotic effective 
amount of a compound of claim 6 ano/a pharmaceutically acceptable carrier. 

15 16. A method for the prevej^jp^6itreatment\)f thrombosis in a mammal in 

need of such therapy comprisittglne administration of a therapeutically effective amount 
of a compound of clairri^l . 

17. A method for the^preytntion orjreatment of thrombosis in a mammal in 
20 need of such therapy comprising th^ administration of S therapeutically effective amount 

of a compound of clairrH 

1 8. A method for the prevention or treatment of thrombosis in a mammal in 
need of such thepapy comprising the administration of a therapeutically effective amount 

25 of the composition of claim 13. 

\y. A method for the prevention or treatment of thrombosis in a mammal in 
neecLof such therapy comprising the administration of a . therapeutically effective amount 
of^ne composition of claim ,/ 14. 
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